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(57)Abstract: 

PURPOSE: To obtain a PI3 kinase-inhibiting agent 
containing a specific didepside as an active ingredient, 
inhibiting the activation of neutrophile and platelet 
and effective as an antitumor agent, an 
antiinflammatory agent and an antiarteriosclerosis 
agent 

CONSTITUTION: The inhibiting agent contains a 
didepside of the formula (R is H, B -D- 
glucopyranosyl, B — D-galactopyranosyl) as an active 
ingredient The didepside is obtained by culturing a 
coremium-forming fungus D2949 strain (FERM P- 
14711) belonging to the class of imperfect molds 
preferably by a submerged culture method using an 
agar culture medium at about 20-27° C usually for 7- 
21 days. The didepside is preferably administered at a 
dose of about 1 0-2000mg/day for an adult usually in 
one to four portions. 
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I 0 0 4 3 ] < 4 >yf7’F FOISTS 



¥8 - 1 7 5 990 

( 1 ) yf7'-> F 1 CD«i£ 

C -) LrtSli'5 n/ci7r7^ F 1 «. TiecDgft^Jtt 
growls gaid-flss: ( i ) tp. r*s 
/3-D-i/7Fof7^'>7FSr*STP I - \ -Ctiht 

[0044] 1 ) • HM*> S I -7XX-<X FzF : 6 
7 1 ( [M+Na] • ) 

• Pt-fTX S I 77X^7 FlF : 6 4 7 ( [M- H] ' 
) 

10 2 ) U V X^ X F3F (X $ x— 3F4 1 ) A max (no) : 
253 

3 ) 1 H -NMR (fiXXx-nUp. 500MHz) 5 
(ppm) : 

0.88(38,t,3=6.88z), 0.90(3H,t,3=6.7Hz), 
1.29(16H,m), 1.61(4H,m), 2.66(2H,m), 
2.97(28,t,3=7.6Hz), 3.4~3.5(4H,m), 
3.72(18,dd,3=5.0Hz,12.28z), 3.90(lH,d,3=12.2Hz), 
4.93(lH,d,3=6.98z). 6.43(38,d,3=2.5Hz), 

6.59(38, d, 3=2. 58z), 6.62(18,d,3=2.3Hz) , 

20 6.69(18, d,3=2.38z) 

[0045] 4) "C-NMR (JiX Xx— ;Ft]>, 12 
5MH z ) (ppm) : 

14.4(q), 14.4(q), 23.7(t), 23.7(t), 30.3(t), 
30.3(t), 30.6(0, 30.8(0, 32.7(0, 33.0(0, 
33.0(0, 33.0(0, 34.9(0, 36.8(0, 62.6(0, 

71.3(d), 75.0(d), 78.1(d), 78.3(d),102.4(d). 
103.1(d) ,108. 9(d) .111.8(d), 113. 9(s) ,115. 9(s) , 

116 . 0(d) , 145 . 0(S) ,149.0(S) ,155 . 4 (s) ,158 . l(s) , 

161 . 6(S) ,164 . 0(S) ,168. l(s) , 174 . 2 (s) 

30 [0046] ±s8mE1t?M7- HUT P I - 1 ©£& 

II (fc£¥5~ 1 7 7 74f£$fi) i-SL/c. 

[0047] (2) i>r7'>F2©tg@ 
ffiid<DJ:5lCUTtSm2titci;-r7 r '>F2U. TS2©I1 
fk^e714M<fcD«!jS«^L/c^. foI2-«5$ ( I ) 
R#/S-D-#xXF fx XSx»Fg-C*-5T P 1 - 
2T**iPJSSti7c. 

[0048] 1) -|®XT> S I 777^7 F3F : 6 
7 1 ( [M+Na] * ) 

■&■<*> S I 77X^7 F7F: 64 7 ( [M-H] - 
40 ) 

2) UVX^X F-iF (XX x — 3Ftp) A max (nm) : 

2 5 3 

3) ‘H-NMR (axxx-n+ti. 500MHz) 

S (ppm) : 

0. 87(38, t, 3=6. 9Hz), 0.89(3H,t,3=6.S8z), 

1.28(168, ro), 1.61(48 , id) , 2.67(28,m), 
2.96(28,t,3=7.88z), 3. 58(18, dd, 3=3. 08z,9.S8z) , 
3.68(lH,dd,3=6.0Hz,6.0Hz) , 
3.75(lH,dd,3=5.2Hz,11.28z), 

3.81(28,m) , 3.89(18 , d, 3=3 . 5Hz) , 



50 




( 6 ) 



9 

4.87(lH,d,3=7.8Hz) , 6.41(lH,d,3=1.9Hz) , 

6. 59(lH,d, 3=1. 9Hz) .6.63(lH,d, 3=2 . 3Hz) , 
6.70(lH,d,3=2.3Hz) 

[0049) 4) ” C - NMR (ffiy £ 12 

5MH z ) (ppm) : 

14.4(q), 14.4(q), 23.7(t). 23.7(t), 30.3(t), 

30.3(t) . 30.6(t), 30.9(t). 32.7(t), 33.0(t), 

33.0(0 » 33.1(t), 34.9(t). 36.8(t), 62.4(t), 

70.2(d), 72.4(d), 75.0(d), 77.2(d) .102.4(d) , 

103.8(d) .109.0(d) ,111. 7(d) ,114 ,l(s) ,115. 8(s) , 
116.0(d), 144. 9(s),149.0(s), 155.3(s),158.3(s) , 

161. 5(s) ,164. 0(S) .168.1(5) ,174 .3(S) 

10 0 5 0) £(JTP I -2 OZM. 

ffi 1 7 7 74f&«) i-atfc. 

(005 1 ) (3) 

F3tt. Tiecm 
( 1 ) 

[0052) 

1) FD-7^« I-jF: 4 8 6 <M*> 

2) U VX-'X.i' )• IF ( y £ y — iFip) A max (mm) : 
27 0. 3 05 

3) ’H-NMR <fi?np*iFAip. 300MH 
z) : 

0.85(3H,t,3=6.6Hz) , 0.88(3H,t,3=6.6Hz) , 

I. 29(16H,m), 1.65(4H,m), 2.97(4H,m), 
6.32(3H,d,3=2.6Hz), 6.33(lH,d,3=2.6Hz) , 
6.61(lH,d,3=2.4Hz) , 6.73(lH,d,3=2.4Hz) , 

II. 27(1H,S) 

10 0 5 3) 2WT P I - 5 oxm 

ffi <&&¥5 - 1 7 7 £-gU,fc. 

[0054)Sim 

vr-/yF©P 1 

HJfcflll P13+A- 

C©9J;£ttCarpenter6©;£ 
a ( J . Biol. Chera. , 265 , 1 9 7 0 4-1 97 1 
1 (1990) ) tc2-3S. ^©»FS^6S8#fSi¥G7c* 
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* P I 3 drX-H^m^XUfS-otc. 

[0 05 5 ) 

67/iM. [r - ' 1 P] ATP ( 1 . OiiC i ) , 50 
mMTris-HC! (pH 7. 5). 50mM NaC 
I. 0. 5mM EGTA. 5mM MgC 1, . 40 
n e^m^nmp I 3*:F-4z. HiWiV'TVis F 
son i * 37 - x2 0ftraj>* 

— F (/ /c. 

(0056) 5 00m I©:?PP*;FA/y $;-*,/ 
10 igigK<200 : 2 00 : 1. (V/V/V) ) ^))0x 
X 1 2 5 a 1 © 1 N)SB$£Jll;LT 
8l£U. &4>0IR<16. 0 00 r pm. 1 Ofc) (cj: 
0 . 2JftC »8Lfc. T®©?g$S£3 

[S6ftfcKl££)!S&£*PP*;FAl 0 u 1 «c$ 
(Bl/Tiilffi (i-'7l'*y3P6 0F,„> (CXtf? FG 
7c, 

[0057) c©[£. itJUS^i'PPjM'A/y^y— 
)l//2 8%T>^-'7A*/7k ( 1 7. 5:25:3. 
75:6 (V/V/V/V) ) (t,fc 0JSK!L/c. JSRH£ 
20 yi/F-iF-3- •) 

Fy^^Pi-iCiOSlISO/c. 3 
6CC. G©iS5)£^OHiGT'WT3i'ffliCtA*i. y£y 
-7F4ro 1 £flnx.7cg. -+a7rfy)K7->F-^- 
3- 'JyKKBSOiiSii/c^P©®^?^?:. 

p 7$&gtC J: 0 Is -: > a 
r$i(//c. 

[0058] -(©ei. TP I - 1 . TP I - 2 , TP 
I - 5©5 0%ffi#i«g(a. ^ii-etU5. 8. 5. 

6. 8. SdMfibofc. 

30 nmiMgx p 1 3 

SrittSrH-r*. 

[0059] 

fijsg-r 

P I 3 * T ©T\ Ctt^gWlTSP 
1 3 * T - ■Wmmitmmim. tmMWit 

mtuxmstiz. 



-7 a>h-^-t7©^3 



(51)Int.Cl.‘ ia?i)ie^ F 1 

C 0 7 H 15/203 
C 1 2 P 7/62 
19/44 

//(C 1 2 P 7/62 
C 1 2 R 1:645) 

(C 1 2 P 19/44 
C 1 2 R 1:645) 




(7) 



15I5.W 8 - ) 7 5 9 9 0 



(72)&B;jg ^ (72 EJI| B 

»^|i|PHm<fiFtiS^EfS^BB»rioooSiteE 8^JM®f?l&rfiW^E®£fflBnooogJftE 




